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. Cnoco6 BKfl'fOfiaeT ocymcctiLicHHe iaaiiMo- 
flCRcrBBfl Tpaiic-fT30Mepa N^MeTHJi-4-/3.4-flHLX- 
-iop4x;srhjiAl ,2,3,4-TtnpanTjxp(^ 
MHHa iWM ero oiecH c Baton. Ao paBioax 
BecoBHK ^creft c coOTBercTBywHvrM uuc-ifso- 

MepOM. C OCHOBHUM paBHOBeCHHM ait^HTOM, 
HO" H HCpTKi^M >^ <ipraRF^^ 

^Hc-^aMHHa npMcyrcTB^ 

HHHoro 3Ha<iej«!g oi^ 2:1 b patwe bcc/bcc. 

''^'^^^ Ppiwa^ iCOTCvp^- peayjniTaTc 
a4tra.^HHaMHH (cerrpajiHn). Koiopuft M3Be 
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Harronmce mdGptrtmto OTHOcnxcfl k 
■ cnoco6y pcuHpky;i5n;inj : b uhc- 

aMUH, Banec\ KbHKpeTHo,i onp otmooitcji pc 
, . HOBoriy cnocQ6>' inp^ftpamckkfl TpaHC-M30M:;pti 

niapv>-l-Ha(IrTiUHRaNfflBa B cpoTPercrByioiuHft 
! u»c-ii3CMepHbifi npcaryKT. ^ =: r / 

. nocTcaflt^ ccHJAHHcime .npHTOflHo KaMC- ; 
r. :j^jie npoMci KOropoe b : 

:.pe3yjibTate! >ipBBogpHT k noAy^cimio awnflen- ;^ 

C;: R narqm;^ ?!^!^ 3^3651& ^a: AMWIh- :. 
W^M J Wdch,(; j>v ct^ 4ouriia/ bfr'Mediciaaf ^ 

^ m I 

f- ' Ha • '^ocJIei^HCjt ^:<xwii^ ■ 5 pMX) ' - • CHHtesa ■ ^ 
N-4-/3,4-z^l^lX,^op4)eBHJI/t3,4-A^n^^ 
vf aa4na;icHHJiB4CH/Min BOccTauae;iHBa^ - 

;-;k>t Kata;xcrrK^tccKHM kltm : 

^ :Bcao.ih30BaHBCM KCHit^^ 11^ ; 

- /TCJ^ iapeiacr^^ "cbSoift CMeci> . uhc-v h 
^■;?:fpaMctt3oMcpob:|ii^ .yv':;;':/ 

pawejfiobT Ha KOMiTuudtmit o6&imfLiMH cnooo- 

^;i;^fl|teil x;K7pHarOBc^^ r toa^fi Bjili aa ' • 

CBb6d^orb/ c»^^ 
Paa^icfeHHc Bbiae^cimoro mtc*paueMata 

C3c6oaHbifV CKTHOBaH^^ B "paCfBOpC * * 

c onTH^ecKM-arniBisoff cejiCKTHBifo oca^aio- 
meft KHCjioTofi, Hanpoffcp, A -/-AMHit;i;uii>HOH 
KHcnoTOH. K;iacca4Ccic«M cnoco6oM, a Komie 
KOHuoB, npiiBOAMT K DonyiiCHTno t^r^eBoro 
u HC- / 1 S / / 4S/ -OHaHTHOMcpa (ceprpanHH j) . 

TeM He Menee, BUiueoaHcaHPUH cnoco6 
no;iyMem:;^ 4HCToro ifBC -/lS//45i/ - - 
MeTiiA-4-/3,4-flHx;iop4)ii»HJi/-l ,2,3t4-TeTparKa 
po -U Hac)>rantniaMUHa He Buro;ieH, xaK KaK 
OAMOBpeMCKHO naivnaiOTcsi 6o;}i>uiMc ko^mc- 
CTsa He;Ke.iarc;ii.Hoi o raueMHMccKoro rpanc- 

HSOMCpa (KOTOpufl HCHB^C^RO BCiZfT K 

t)6pa30BaHMio He7Kc;:"iTe.ii>Horu rpaHC- 
/IS//4S/-3HaHTiiOM..*pa/. KoropUH zio.ixch, b 

KOHUt* KOHJtCB, OHTb OT6pOmCH, 3a C^^CT MCfO 

CHH,KacTCii o^mui'i eux^ia ue-iOBoro unr- 
/ I S / / 4 S / - J H a H T HO M c pa m bo3 pacr \ :to- 
irMtKTb .ipoiivKxa. f'loirroMy ucibM H;icT0Hiuvn3 
n3wpcTCHJiM OH>io ncno;ib30BaHo nej;o,ia?c/n»- 



. «oro TpaKCHioMcpa. Koropbifi st^wrcii npo- 
AyKTpM,; coBMCCTHO ncviyHaiomkMCfl b Bume- 
; ODHcamiOM : cMineae; n tcm cauUM cmiKeme 

JlpyruM, M 6o!nee . KOHKpeTM A n^jtbio 
HacTomaerb HabopcreHHir jrKiJiercff npespame 
; H»e BHineyKasaHHoro TpaHcpaucMaTa cbo6o;i- 
. Horp pcuoBapHfl b' ; COOTBerCTByiOmBrt 
: ;iu^c-H3^ OToro - peHHiw 

;^ ucx&iare^ pdace fpaHc-HSOMcpa in^pa-nio 
. ::/:Bf iraocc^ no-iyqeHHH . 

y j^wicBoro UHc-H3pMepa. ; i 

;• u Bacranuero ^ H3o6pcTeHns sifly-wercji 

:i J; n^^pa^ pakee xHpa;ib- 

;( ^iroi^^f}!^^ IS//4R/-03OMepa b c6otbctct- 
: / ^ ByidiiJCBd;^ X i^nc-/S//4S/-H30Mep, 
x/koTOpttisB^^ 

B^^^ ; cnoco6oM uacroflmero 

:^;^h3o6[^ :qi6co6 :npe»paiaicHHfl 

^N-Metfui-4-/3,4 ^fwjiop- 

r : (l)eiDi«/^ 

: N ' - ;m - . 

z^x;iopt}>eHu;i/-I /2j3,4-TeTpan!iApo-i-Ha(tjTajiH 
. HaMBIf. npHHCM yiUisaHHulk^ 

ocym^TTB^ieflHe B3an TpaHC-naoMep- , 

: ; :fioro - 

HAH npHCyiCTSliH B^^ BCCOBOH 

i!}: ::<jacTH cocrrBetCTByioniercr^^ c ochob- 

^ pasifOBecsa^ 1,3 - 

: f AnaaafiMUjiM 
r<Ci-C4> ajikdKCTOOM ■ inejpto'iHoro Mcrajr/Ta, 
vx^HM KaK ^rpcT^^^^ : Karrra b /peaKHH-; 
■^^imj-r^ rqait^ oprafrnqecKovt pacr 

; ^^)kono ,,JS*G;^ Bwiiq^ ko 'hex: 

nop, noxa KonifMecTEO aejiCBoro uHC-aMKH3 b 
" no;iyMeHHaft~ XM'ecH' * UHc/TpaMc-M30MepOB " He - 

JJOCTHTHCT nOCTOAHHOrO ZmHCHHSL OKOJIO 2: 1 B 

pac^ere Ha aec, 

B 3T0R CB5I3M CJICAyCT y'IKTtiBaTl>v qro npH 

ncnanbSOBaHRH repMrn-a TpuBC-HSOMepHMn N- 
Memn-4-/3»4-iiHx-nfopct)CHH;i/-I,2,3,4 - rcrpa- 
iiiAp6-l-Ha(t>TaiiiHaMHH noApa,jyweBaK>T. mto 
OH BsonoMarr ne ro/ibko paucMHMccKoe rpanc- 
coeAHRcHKe, HO Taiicxe cooraeTCTByioiUHif 
xHpajrhHUH TpaHc-/lS//4R/- 3HaHTM0Mep, ko- 
Topbw Jienco no;iyHMT h3 nero nyrcM 
paaaencHMa c noMombio L *<+)-MHH;ja;ibHOH 
KMc/iOTH, 4T0 6bi;io BnepBMC coo5'ueHo W. M. 
Welch Jr. el. al. a BunieyK saHiiou crarbc b 
Journal of Medicinal Chemiitry. 

Bonee KOHKpcTH , 3a cuer HcnojibsoBaHHH 
cnoco6a nacTosimero H3o6peTCHMfl peuHpKyjiM- 
pooaHHWH iicxoiiHUH MaTcpiia;!, TaKOti KaK 
WHCTWH pai;cMFiMecKifH TpaHC-N-MCTn-a-4-/3.4- 
^Tmx.i()pcpeKt*.i/-l .2,3>4-TeTpar^^ -I- Hatjrra- 
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vtmh;!mmh, ujiy 1:1 no cecy cwt-cb vKasauHoro 
rpaH>n30Mrpa c coorneTCTBytoDHHM mic-MaoMe- 
pOM, npcBpamatOT b CMecb» BKJiKHraioaiyiO no 
OKOTO 2:1 fio ftccy iu*c/Tp:mi>n30MepoB 
Haufkvicc npcxrrwM cnoco6oM. 

KnK Ciw.io yKaaaHo panes, niK;;ic:;^Hasi 2:1 
nojiyHeHn;w CMCcb npuroAHa h icaqecTBC 
npoMe>KyTO'moro npojivKTa, kotopmm bc^gt k 
.naiy»iCHMio ^ncToro ukc '/lS//4S/-N'^^e^UI- 
4-/3,4-AIlx.7op4)eml;^/-l ,2,3,4-TCTpant:^po -1- 
Ka(t)TaJiHHaMiiHa (ceprpa^THHa), Ke?opuA nsfie- 
CTCH KaK aHTHflenpeccaHT. 

AHaioiTHHHMM CTxocoSohl xkp^jjhHVii Tpaac- 
/1S//4K/ -N-MirrH;i-4-/3,4-/iHx;iopft»eHk;i/- 
l,2,3.4-TeTparHApo(ix;HM;i Ha4)TauiiiHaM0H 
; KTiH Li no Bw;y piecb yiaaaHHoro^T^^ 
MCpa c cooTBercrayioauJMB nKC-H3oiiicpH . (to 

eCTb. XBpajJbHbIM UHC-/fS/74S/-3HaHTIfbMt> 

pom; TaK;*:*; npespamaioT s CMeci>, co^epxa- 
m\'K^ 40 OKow 2:1 no secy: 
iLU!c/TpaHC H30MepoB HaH6oJiee npocrKM cnoci- 

60M. : ■ / / V" 

OffHaKo B noait^ncM oiyqae mviyqaeMaa 
2:1 lyjc/rpaHC-cMecb xiipa/iBHMx HaoMcpoB 
npHBo;TMT HeiiocpcacTBCHHo K rraTyMCHKio 
cepxpaiiHHa, xaK khk y:«e ne xpedyerca craAHu 

, paaaujeHHa. 

B cootBercTBKM CO cnoco66M nacrosimcro 
H3q6peTcHH5i peaxxuiK) ypanHOBCiiiRBaHHfl 

. o6biMHo i^e^^yT^ McnoAbaysi MonapaMft 03611110^ 
ocMOBHoro arcHTa paBHOBccmi no oriiomeHHio 
K naiHOMy KOJUftiecTBy N -MeTttn-4-/3,4-;|HX- 
j)op(J)eHai/-l ,2,3,4-TeTparKflpo-l-Ka(j[)amfHaMH 
Ha-HcxoAHoro HcnojibsyeMocu MarepHajia/, no 
ccTb TpaHc-H3bMepa c anjiorb ao oKouip paBHOft 
HccoBOM tiacTbio imc-moMcpa/ j r. ilff:, h 
npc.inoTTHTejn»Ho, naiojibsy^i Ma^pHoe ptHd^ 
nieHwe ifcxoAKbtji Matepifavi/pearcHT b airrep- 

BaJIC irV MOKjy HH^e H BfLIOTb aO OKOOIO OAHOrO 

MOjiW yKasaHHoro HcxoAHcrx) MiiTcpH5;ia ea 
Mo;ih otHonHoro ypaBHOBeiQHBaiontero arcHra, 
npw'ieM oo-iee npc;anoirrHTejieH HfrrepBaji err 
oKo.no J, 0:1,0 ao OKaio L0:3»0 ;im topo w)6m 
oc\ mccTBHTf* uejicFoe rrpcBpameHKe TpaKC-H30- 
Mcpa B u.«c-ri50Mep, KaK o6cy;Kaajiocb paHce, 
06bJiiH0 cnocob Bcjiyr b peaKUHOHHO-HHep- 
THONY no-iHpHOM opraitHMccKOM pac TBOpHTCie 
npH TCMncparypv! » HHxepBaie or okojio 55*C 
no okojtc 125'C M npeAnoiiTHTcibHO b 
HHicpBa-ie or okc.%o 65'C ao oko-io 90'C ao 
rex nop, noKa He :'yAeT irociHrHyra uc;iCBa5i 

KOHBCPCHSI 40 nOCrorHHOrO COOTHOUJCHMH 2:1 

(no Bccy) UKc/rpaHc-cMCCM. 

peaKui M ypaBHOBcuJUBaHH^ Tpc6y- 
CT rtpoMe^KVTKa FpeMe:<;i no Kpannc Mcpc 
•icTMpcx qacoH, xora na npaKiviKO npeanoqrM- 

T.MMIO BCCTM peaKUMK) V TCMCHHC OKOJIO 40 



npeAnOMTHTSJIbHbie peaKimOflHO HHCpiHhlC 

nojrupHUQ opraHutiecKHe pacritopwrejiH jxa% 

HCrio;ib30Bai{H5I B OToA CBSSH BIOtiOHaiOT 
npOCTUC HliaUTMC AHanKILl (C4-C4) 34)Hphl, 

cp.aep;KaiuBC Bccro no Kpaftwrft Mcpe nffii^ 
aroMOB yr;iepoAa, raKMc xax AH-n^^onponiwa- 

BHA Jct)Hp, AH-a-6yTM,'IOBhlff 3(t;Hp, MCTHJI-H- 

6yTH;iOBJiCft d4}Hp H anu-HSonponr/roBWH 3(t)Hp, 
raKHc UHKAiv^ecKHe 34)Mpbr, KaK TCTparHApo- 
(}>ypdH M 7;»fCKraK, ajTKHjiHpoBaHHue rjniKcuni^ 
coAcpxamHe Bcero vr Hcrapex ao BiKbMH 
aTOMort vTviepoAa, xakue xax 1 , 1-ah3tokchmc- 
ran, 1 :2T;riiMeTOKcn3TaH, 2--'>T0KCHaiaHart, 2-h- 

6yT0KCiabaH0J>, ; AHMeTH;iOBUH 34»ip 

GyTHjieanmKaifl k AH-H-npornuioBuji 3(})Hp 
amneHTjniKCUii, a raKJice fui3nuifi- N, N 
-ARa.7iavi/BiMmHfi/aftK coAcp^KU- 
xune : BD^oTb ao mecTH axoMOB yr;i2poAa 
iapmciA ao Kpa^en Mepe oa«h h3 yKSLsanHux 
; aroMOB npMcyreTByijT b N, N - HeaaMeiAeHHOM 
.UDcaaonaMHAnOM 4»panM€HTC)/ Taxne icaK 
AitMtrrH;i4>opMaMHq, ff^srwidl^pMayt^, AWMem- 
JiaDieraMHA, AHaTWianeraMHA, AHMcriLrmponHo- 
HaMIlA H T.A. 

n peAnowiTCJih Hhic y pa BHOBeioHBa toume 
arcHTbi, KOTopHe Mcno;Tb3yKn ajia u&neft 
aacTomtero H3o6p(!TeHHji, BioijoqaiOT 1,8-AHa- 
aafiKUHx/io 15,4.0 ] yuACH-V-eH . 1 , 5-Aaa3a6M- 
U H K 71 o t 4 ^ 3 0 I H o H . 5 - e H . 
l,4-AMa3a6Hivttyio (2.2.2] oKtaH, AM-H3onponH- 
jjaMHA MTHn H TtrpaMenuinHnepHARA jihtoh, 
a TaK^e pasjinmibic nHsniHe a;iKOKCHAU 
(C1-C4) Mera^iAOB, tuKMe icax hh3uihc ariKOK- 
CHAM (C1-C4) me^ioHHbLX McrajiJioB, HanpHMep. 
aiokCHA HaipM 0 TpeT-6yTOKCHA KajJHsi, 

OimmzwbHbtt pes^^ oduvHO aoctm- 

raibr^ B idk chyHac, ecm Hcnaabsywr 
AHMCTR;t4)opMaMHA H axajfOitiHMWc ajiKanojia- 

ocHOBHiiMH ypabHOBeuiHBafoaiHMH areHTaMH, a 
rexparHAPcxtypaH u Apynte pacxBop^xenw 
3({)HpHoro THna Mcno-ibsyiox bmccxc c oc-xa^io- 

HblMH OCHOBHblMH vpaBHOBCrilHBaiOUlHMH arCH- 

xaMH, xaKHMH Kax xpeT.-6y roKciiA xariHsi w 
x.n. 

B i.'oc;ieAHeM oywae, ocodcHno eciM 
xcxparHA.po4>ypaH ncnoribayioT b Ka^ccxBe 
pacTsopifxtyjH Br4ecxe c ypaBHOBcuiHBafouiiiM 
arcHxoM a/iKOKCHAHoro T!!na Macro, 0Ka3biBa- 
CTcn, »4To 6oviee yAo6Ho h BwroisHo Ha npaKximc 
HcnoTb30BaTb He6o;ibiUH.; KonnMccxBa cooxbct- 
cxayiouicro HH3UJcro ..uiKaHo.ia ^Jia rcro, mtoCw 

"aKTHliTfSHpOBaXb" BbtlKCVKaaaHHWM 0(})HpHN>'l 

pacTBopuxcib. If r^M cjmwm, oiy^Knib axib- 
HciiujeMy rOBwiucHMK) pacTBopnMocxH Hcxoa- 
Horo MaxepMa-ia a kohl'jhmx npo;iyKTOB. 
coacpxatUMxca b BwopaHHOH cMcrcMc pacxBO- 

PHTC.IH. 



OouHHo H26o;K>aion> Ko.TOuecTBa dJiKdUixia, 
HanpMMep 5 o6i.eMHMx % b paCHCrc ^Qjihuh 
oGhCM acpupHorr pacTBopiixcM, OKaawBaexcH 
aocTaro^Ho ja^nfl jtoh aenu, 

TIOCJIC SaBCpUieHHB pcaKOHH ypaBHCDCCIH- 

BaHHa lUJiCflOH npoayi:T» a HMeHHO MHcrw/i 
paucMH^ccKHji uifc-N-Meroi •4-/3,4-i?Hx.TOp' 
(tieHHJi/-! ,2,3,4-TCTpanl;^po-i-fi^»ft>Ta;IItH^MFH 
itiH en) MHCTUH XMparibHHfi mic-/lS//4S/- 
OHaHTiioMep/./ienco BbwciHTb iia peaicaHOHHotf 
CMecH xaKiiMH q6jbmHUMR cao6o6aMH KaJC; 
HanpHMep, B)(a»iaie yi^anuitf pacTBopirreab 
(fiknapHBaii cm npu nouBxeHiioft ^aBjiernm), 
a sarcM pacntopsfl QanyMeHH£ffi ocraxoK b 
x^iopHpoBaHHoM HwanicM yr;iCB(viop6AHbM pac- 
TBopHTtvie* HanpuMep, MerajficHXTOpHxi.e» S-re- 
TepaxnoparaHc. ^ Mm 
MeTHpexxjiopHCroM yrfrcpbAe, c : bobieiayioniCH 
npoMrnxoiV H cyioKcfi nonyHeRubrD pa^^ 
w nocaeAj'wtmiM BbiaapHBaHHCM pacTBopnrejifl 
npw noHH^ceHHOM TiaBJiemii? ncuiyMennH 
o6c;i>^HBaK)mefic« panee 2: 1 (no aecy) 
UHc/Tpawc-srMecH (hto onf^^chstsor no jaiaBHUM 

Takiix BHa^lHTHWeCKHX MeTOflCB, KaK TOHKO- 

clOHHilS xpa^faro^pa(|)JIfl,o^CI^I^KOCTHo^o xpoMO- 
Torpa4)iifl BMcoKoro >:iaB^ieHHa, cneicrpocKonKfl 
«AepHorb MamHTHoro peaoiumca h t.^.) b anAC 
pcraxKa c Mapia. 

Ecrtn JTO Macio pacrBopjuor mtcm b 

3(l)HpH0M paCTB0pHTe/ie, HanpHMep TCT 

<I)y paHe» h o6pa6aTbiBaKyr cyxvii^ raaoodpasHUM 
raaoH;qiQflopoaoM, HanpHMep 6e3BOAHMM x;io- 
pHCTbiM Boi^opoAOM, ue/iCBod mic-awfHH ocajc- 
Aaercii Ha pacraopa b bwc xpHcnctroMecKoft 
ra;roH;;BoaopoAHOH co/iM, joim Kax cooTBCitn^ 
ByiomHA rpaKc-aMHH ocraetci b pacTBope, 

Taxi^M o6pa30M, i^xofi ucxouiifiUB Maxepn- 
an, KaK He^ejiarejibHHfl xpaHC- N-McrMJi-4- 
/3,4-iiHX-iop(l>eHH;i/- 1 ,23>4-X€xpaiTw 
4>a.inHaM»H_ii^K__1:l- -(no B€cy> -CMCct^-ero c 
ue^ieauM hiic-msomcpom .lenco npcBpatuaeixra b 

IHCXblH KpHCXajUIHMeCKHH UHC- N-MexH;i-4- 

/3,4-Awx;iop<J>enan/-U2,3,4-TeTparawpo-l-Ha4» 
TajiHHaMHHrMapoxjiopiiA, TO ecTb BwnieyKasaH- 
HyK> 2:1 (no bccv) UHc/xpaHC-CMccb. 

AHaAorwHHHM o6pa30M, Hexce;iaTe.TbHNK 
xHpa.ibKwft rpaHc -/IS//4R/-0HaHTHOMep upc- 
BpamaioT b mx-icsoH XHpa;ibHbiM uhc-/1S/- 
/4SV -3HaHTif0Mep, to ecxb 

UHC-/]S'//4S /-N-MeTH.i-4-/3,4-AMx;iop(}5eHH 
.n/-l,2,3,4-TeiparM;(po -I- Ha^rrxiHHD - mmh- 
rna|K)x.iopH,i, KiiK o6cy;Kiia.iocb paHcc. 

MHCTwii paucMMqecici«H Tpanc-N-MeTii-i -4- 
/3,4-;-:Hx.7opit)CHii.i/-l.2,3,4-TCTparM;ipo-l-Ha{t) 
ra.iHHaMHHOBWH »cxo.^HWH Marepiia-^i, Koropuii 
mo;kho Kcno.n>3oparb nn^ ocymecTB.icHttM 
ripouccca ypanHOBCLUHBaHnw HacTosimcro h3o- 

C>PCTCH>:VI TilKXO, KaK It UCVICBOM paUOMHMCCKHH 

unc-aMMH-ucifHOM riix-iAVKT, ooa ornuranH KaK 
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x;iopncroh04opo;iHue cojih b cxaxb* W. M 
Welch. Jr. et, aJ., Kax vxaaaHo b Jjiirnal of 
Mcdiciiial chemistry, 27. 11, p.I50«/l9S4/, 
Hapaay c cooxBexcTByrouzHMH cco6oahi4mh 
ocHOBamijiMM, n npH6.xH3Hxc;ibno 1:1 (no iiecy) 

CMCTbK) paUCMMHCCKMX UKC- H TpaHC-H30Mept>R 
<D bH;^C CBoStiflHHX asiMHOBblX OCllOBaHHil) B 

HeoqHincHHorf (JxjpMc. 

4HcrMfi paucMHMecKHH UHC-aMHHrwApox;io- 
PMji cnHcaH xaxxe b naxeHxc CUiA 4536518 
W. M. Welen, Jr. et al, Hapsqiy c 

HeOMHiaCHHblMH CMCCflMH ASyx HSOMCpOB B BHAC 

xJlopHCtpBo;^opoAHblx coiicir, xoraa xax hhctmA 
pauoMOTccKHH TpaHC-aMHHontapox.iopH4 xaiUKe 
onwcaH B narcHxe CIUA 4556676 W. M Welch 
et. ah 

; HhcxnA XHpanbHHft xpaHC-/ 1S//4R/-N- 
MCTiw -4- /3,4-AH3t;iop(tx:HHJi/-l,2,3,4-xexpa- 
: HcxoAHuft MaxepHB;!, 

rax ace onHcaa, xax xjiopucroBOAopoioiaa ccwb 
B ykaaaHHofl panec craxbc W. M: Welch, Jr. 
et. al., kapviAy c coorBercxByiomHM aMHHOBUM 

^ CBp6oAHUM OCHOBaHHCM. 

Kax 6hf.io yxaaaiio paHce. CMecb 2:1 (no 
Becy) UHc/xpaHcpaueMMMecKHx N-MCTiin-4- 
/3,4-AH>oiop(*>eHK;i/-l ,2,2,4-xexparHApo-l -Ha4> 
Ta;iHH3MHH0Bbix HSOMepoB non/qaercfl xax 
xcHCMKHM npoAyxT ciroco6a Hacxofluiero h3o- 
epcxemu M flB;i^eTCJi RCHHWM npoMe^xyxoqHHM 
npoAyxxoM, KoxopuH npHsoAHx X naiyqeRBno 
aHTHAenpcccanxa, msbccxhopo xax ceprparaH 
luiH uHc-/IS//4S/-N-Mera;i-l,2,3,4 - xerpa- 
ruAPo-l -HacJyraaHHaMHH. 

Boffee xoHxpexHO, eoiH yxaaaHHyio 2:1 (no 
Becy) nanyiieHHyfo UHc/xpaHc*CMecb paucMH- 
qccxHx N-MexM;j-4-/3.4-AHxjiop<|)eHiiri/- 1,2,3,4 
" TCTpar^po-i-HatJJxafiMKaMMHOBbix ocHOBacmd 
BHa^3;ic npcBpamaiOT b cooTBcicrByiomHe 

XJlOpHCTOBOAOpOAHUe COJIH B CHCXCMe 34)HpHOro 

paexBopttTcaif, HanpHMcp -HHCToro tcrpafrtjapo- — 
(|)ypaHa. m pacxaopa BWAaiJiexcH iicxjiKj^n* 
T&ibHO micraa KpMcxaA;iHMecKa5i paueMHMecxaH 
co.nb UHC-aMHHa b sHAe xpHcxarwHiiecxoro 
ocaAxa AO no;iyyeif;isi hhcxoto paucMHMecxoro 
UHC-N -MeTn,i-4-/3,4-AMx;iop<t)eHH.i/-l .2,3,4- 
xerparMApo -I- HactyranfMHawMH-rHApox/iopHAa, 
xoxopHM 33TCM BUAe/tfliOT H npcBpamaK)x 
o6paTHo B MKCToe paueMfTMccKoe cRo6oAHoe 
ocHoaaHHe, a aaxcM nocncAOBaTejibHO paaACJi si- 
jot x.iaccH'iecKHMH cnoco6aMH. Hcnojrb3yfl 
McxoAHKH, onHcaHHwc W. M. Welch Jr. et. al. 
B BhimeyKaaaHHOH pa6oTc ao oxoHHaxcjibHoro 
no/iywcHMj! ueyreBoro «iHCToro uhc-/IS//4S/N- 
MCTM.T -4- /3,4-AHx.iop(teHvu/-J ,2,3,4-reTpa- 
rHApo-l-Ha(tyra/inHaMHna (ceprpajiHHa) b bhac 
x;iopMcroBoaopoaHOH conn. 

CooTBcrcTByiouiyK) 2:1 <no bccv) 
UHc/rpaHC - cMcch XHpa-ifcHwx N-MeTHJi-4- 
/3,4-,iHx.iopt1)CHiM/-l/2,3,4-[cTparw;ipn -I- 
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HacJrrajlHHaMHHOBWX M30MCpHWX OCHCaaHHH 

ncTiyMCHHoro no cnoco6y HacToamcro K:io6pe- 

TCHMJ B BMitC npOMC^KyTOMHOfO npcVi^VKTa JLl^ 

no,7yqohn« ceprpajiHHa, ho ornaaacr Het>6xo- 
AMMocTb B craAHM paaqcicHMJi, raK xax 
ucvicROH mfCTbiH xnpajifcHWH uhc -/IS//4S/- 
aMHH (ccprpa/iHH) no.iyMaiOT Henocpt;iCTpeHHO 
nocic BWiiencHHH KpHcraji.iHMecKOM xjiopiicro- 

BOiJOpO^HOH Cdll. 

MraK, KOBHH cnoco6 Hacroamcro M3o6pe- 
TCHH>i npe.i.Tanier nyrb r peBpamemfa He;Kejia- 
rcifaHoro TpaHc-H30MepHoro N-^fcm^ -4- 
/3A-^iixjicp<t)tHHA/ 1,2,3,4 -TeTpaMppc>- 1 -Ha(|) 

Ta.1HHaMHH3 CJOpaTHO B UOICBOH MHCTM^ 

U5ic-M30Mep (paucMHMecKOTi h;ih xMpa;ii>HMA), 

H TaKHM 06pa3OM 3(|)4)eKTHDHO peuMpKVjiHpyeT 

He^KaiaiaibHHfi pauee rpaHc-MsoMep o6paTHo 
8 paccMarpHBaeMWH cnoco6 naiyqcHM yicaaaH- 
Horo uoriCBoro UHC-HaoMcpa. 

HoaieaHce, b cbok> ovepcAb, Hajiaerca 
ocHOBHbiM ycoBepmeHCTBOBaHHeM no cpasHc- 
HHK) c H3BecTffHM ypoBHCM, yMHTUBafl cyme- 
CTBCHHoe o6;ienieHHe w npocrory onepaiuiH, 
CMn;KeHHe Ko.iHvecTB npHMeccH M yaeuicB^ieHHe 

npOM3B0aCTB. 
npHMCp 1 

C.Mecb. cocTOjfuiyw h3 5,0 r (0,0164 Maia) 
paucMMHCCKoro TpaHC-N -mcth;t-4-/:\-!-;ihx- 
-^op4>eHH-n/-l,2,3,4-TCTparH;ipo -I- Ha4yra.7HHa- 
MHHa (W. M. Welch, Jr. ct. al„ Journal of 
Medidnal Chemistry, Vol. 27, N 11. 1508 
(1984), pacTEopffWT b 60 mji TcrparHApoctyr^a- 
Ha, KOTophiM coAep;«HT Taxxc 3,09 wi rper 
-SyraHo-ia h 3,68 r (0,0328 mojth) TpcT-6y- 
TOKCK^ia KaiHK, H HarpcBaioT npa Kunav^ma 

C 06paTHHM X0;i0flM;ibHHKOM B TCMCHHe 48 

^lacoB. 

Oocie saBcpuienHfl craArfH pacTBopnTCib 

yija.ijiioT,- BwnapHBSsf- npH i-iohh^kchhom aaftTfe- 

HUH, a no.iyqeHHhiH ocxaroK noMctuaioT h 
hicrvijicHXJiopHa. H npoMbisaior nooTe.iOBr.rejibHO 
TpcMs? nopuHSMH HO 60 MJI BOiiM, 3aTeM cvuiax 
Ha/1 6e3BOAHHM cy-nbc})aTOM MarHH«. 

Uoaic y;^aneHHsi ocymaioiuero arcHta c 

nOMOmi.K) (|)H.1bTpOBaHHJI, a paCTB0pHTC,1« - 

BwnapiiBaHHCM npn noHH;KCHHOM jaB.icHMH b 
ocraTKc no,iytiaKn Macio, KOTopt>e OKasHsacTca 
2:1 (no iiecy) CMCCbio paucMHuccKHx uhc- h 
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>i;iepHoro MarHMx- 



TiJaHc-a^:ImoB, no naM 
H JFO pejOHaHca. 

*-C'*H .7T0 Macao pacTBopsnoT b rerpanu- 
poipyimtc, a sarcM o6pa6aTWKa/oT 6e3rtOAHHM 
ra:*oo6pa3H«M xaopifcxbiM Bo^opoaoM, unc- 
aMfjH Bwnai^aci b oca,ioK b Mtsxc nupox-ropw^^a, 
Tcr;ia KaK Tpai;c-aM*iHrnapox.7opHa ocraeica b 
pacTBope. 

TaKHM o6pa30M. b Hiore no.aytsator 3.5 r 
(62) qHCToro paucMHwecxoro uhc -N-Me7»ui.4- 
/3,4-;iH(t).iop(J)enH.i/-l ,2,3,4-7ii'rpar»upo -J- 
Hac}yra;iHHaMHHrHapoxviopM;?a (r.n^. 275 - 
277X) b bhac Bbf;je;ieHHori Kp-^cra^riHMccKt.fi 
cxrjH. 

TcMnepaTyphi n;iaB;jeHHii, yxasaHHwc b 
-nurepaType ^yia MMcroro umc - aMHH-nupo- 
XTopiua H imcTOM paueMH<iccicoM xpaHcaMH- 

H0X,10pHCT0B0;i0p04H0H CO.IM, 6faClH 275 - 

277*C 214 - 2I6'C, coon ertTseHHO. no 
flaHflhiM W.M Welch, Jr. el. B. Journal of 
Medicinal Cht-.raislkT, vol 27, N 1 1 n 
(1984). " ^ 

npMMCp 2 

B cnoco6e npHMepa I HcnontayioT b 
KaMCCTse HcxoaHHx MaTcpHanoB 5,0 r (0,0164 
M0.1H) 1:1 (no flecy) cmcch wHcroro paucMH- 
HecKOiX} rpanc-N -MeTH.i'4-/3.4.AHx.noptI)e- 
HH,i/-l, 2,3,4- TeTparH.apo-I-Haf}yra;iHHaMHHa u 
»!HCToro paucMHMccKoro UHC-N -MeTH-i-4-/3,4- 
AHxjiop(jjcH>Li/-l ,2,3,4 -TeTparM4poHa(t)TajiHHa- 
MHHa BMecTO OiiHoru TaibKo cooTBercTByiomero 
WHCToro Tpanc-HsoMcpa, ncno.ib3y5i re ^e 

MO;iflpHbie C0OTHOmeHM5l. 

B 3TOM KOHKpcTHOM ciyvac no.iyqacMbiM 
rooTBcrcTByiomHH KOHetiHWH npo;iyKT npca- 
CTaB.?itteT cc-6oH ocTaTOHHoc Maoio, Koropoe, no 
AaHHMM smcpHQjxs MarHHTHOfo pesoHaHca, 
«Bji«eTca 2:1 (no secy) cMccbio paueMHwecxoro 

UMC- W TpaHC-aMHKOH, npaKTHMCCKH HaCHTHti- 
HOI'I BO BCCX" OTHOUJCHHflX npoaVKT^ H^^^^^ 

3aTCM H3 nO.iyMCHHOH CMCCH Bbiaai«K7T 
4HCTHH paUCMHUeCKHH UKC-N -MClH^l-4-/3,4- 

AHx.riop4)eHH.i/-l,2,3,4-TCTpanapo -1- aattrra- 
JHHaMMHrH;iptix,iopHa (T n.i. 275 - 277'C) no 
cnoctKiY npHMcpa [. 

B .-noM ciyiac nwxoa 'iijcroro npoayxra 
;:ocrHracT 61% b pacMcrc h:\ <x>iucc Ko.iHue- 
c^Bo »cno.ih30Ba»JHoro Kcxo;iHoro MaTcpHa.ia. 



a>oPMy;iA M30Bpetehhh 



I. CniKo6 npeapaiucHMvi paucMHqccKoro 
Tp;iHc-N-MCTit;i-4-(3,4- .qHX.iop<J)cHM.T) - 1 .2.3,4- 
TCTparMapo- 1 -Hac{>Ta/!HHaMirHa H CtK^TBCTCTRVKV 
lUmi pauCMMirCCKKH UHC-H30MCpHblJt npcivKT. 
omjiuHaHyu^uucu tcm. mto KiintiTJiT pjiu-MH- 
M-JCKMti TpaHC-N-N:cTi!;i-4-(.l,4-.-iMx.iopthcMM;i)- 
1 .2.3.1-TcTp.irnapo-l- M:i(t)'n.LiitH;iMnH. ho:imo;k- 



HO coaepxaruMH sn.ioTb ^o okoao paBnoit 
ht'CC'iu>» .lacTH axiTViCTcrByKiiucro iHK-n:*0Mcp;i. 
c C i - Ca-a-ik'OKiH.iOM jatviawHoru MCTa-i,ia b 
Tcrpar»up*K}}ypaHC w npncyrcTRMii Ci 
Ca-AlkOH ao rex nop. noKa Ko.itPUVTm^ 
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CMCCM HO .JOCTHrHCT nOt'TOJ' HHCTO 3Ha'icrnvi 
0K0.10 2 : I B pncwcTC Ha sec. 

2. CnoCiX) no ri.l, omjiuHc Ky:ii,uucM tcm, 
•iro p;mcMvriecKHH TpaHC-N-Mn>Li-4-(3.4-nMx- 
.iop(t)CHii.i)-l.2 J,4-TeTpanupo-l-Ka(}>Ta.iHHaM 

HH, KaK HCXOaHMH MaTCpMa^l, HO CO^^Cp/KHT 
KaKlTC-vlilOO 3hnWHTei?»HOrO KO; HMCCTiia COOT- 

ncTtTByh>mero uhi -HoOMcpa. 

3. Cnoco6 no n.i. omjiUHUMu^uucsi tcm, 
HTO B Ka4jcrBe HCX^iiHoro MarepHa-ia wcnonh- 

3yH^T I : I flHc/rnaHC-CMCCt, COCTO;llHyK) H3 

npHMepHo paBHbix eccoBhix uat revi pa:;eMH»ie- 

CKOrO UUC- H paUCNiHMeCKOlX) TpaHC-N-MCTIIil- 

4 - ' 3 , 4 - a K X o p ^) e H w 1 ) - 
! ,2,3,4-rcTpartupo-l Hai}7Ta.iHH a. -in h i. 

4. Cnoco6 no n.I» cmjiunaiou^uucsi tom, 
MTo Hcno;ii>3yiOT Mo;;HpHhJM ii36H roK a rem a 
paBHOBecn« no OTHOiceHMro k naiHOMy ko;ih- 
MCCTBy N-MeTH.a-4-^3,4-;^Hx;Top4)eHiv') 



1 ,2,3.4-TcrparM;]ipo- 1 -Hattrarin}' jMJiHa- iicxoii- 
Horo Marepux.a. 

5. Cnoco6 no n.l ii;ih 4, cntjiUHQiou^uucH 

TCM, MTO MO;i«pHOe OTHOIiTCHHC Hcxo>qHoro 

MarcpHa-ia .N-MeT5n-4-(3 4-a»ixv;opct>CHH.i)- 
1,2»3,4- TCTpanwpo-l-Ha(t)Ta.TKHaMHHa k Ci - 
C4-AlkOH Haxiqjnc>? a MHTcr>Ha-ic nr okojto 
1,0 : 1,6 ao OKono 1,0 : 3,0 cootbci ctbckho. 

6. Cncco6 no n.l, omAUHaiou^uucM rcM, 
»rTO Hcnoaib-ayioT 7CTparM/7po(|)) pan b cmcch c 

MCHhlUUM KO.lWMetTBOM TpCT-6yTaHOJ^a. 

7. Cnoco6 no n.l, omAunafou^uucA tim, 

4T0 MHCT MH P<'meMHMeCKHM HHC-N -MeTM.^-4- 
(3.4-i^l1X.^Op(j)eHI^J3) - 1,2,3,4 - rcxparriipo- 1 -Ha<^ 
Ta.TJiHaMMH Bhl^iei5IK>T H3 nO-T.^/MCHHOH 2 : I 

UHc/xpaHC-CMecH B BHae ra-ioH4flo;iopoqHCri 

COJTM. 



3aKa:i ; H no.mMCMoe 
HIIMHMlf, Per. .IP Nv 040720 
il.W4. r;::n, VlocKua, PayujcKaw hu6.,4/5 

i2IS73, MocKitit. nepc:T(KOKCKavi nao.. 24 crp. 2. 
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